(19) ts^^nWRirW^t^ 





illll 



lllllll 



(43) SIS^BiB 
2003 ^9 ^ 12 a (12.09.2003) 



PCX 



(51) Sie«t#fF^@': A61K 47/10, 09/20. 31/22, 

47/32. 47/36, 47/38, 47/02. A61P 3/06 



(21) m^amw^-t 

(22) SEgttdEiB: 

(25) S^UISCOWlS: 

(26) H^'/^H^Ol-^: 



PCT/JP03/02660 



2003 ^3^65 (06,03.2003) (81) 



9* 



(30) flE3fe«'T— 

#S2002-60922 2002 ^3^65 (06.03.2002) JP 

(71) tiiiiAr3l^ii*^<±'coti5eBf--^t>r;: mm 

SSXll«fe5£^tt (KYOWA HAKKO KOGYO CO^ 

LTD.) [jp/jp]; =r 100-8185 KSIB ^ftfflB :*:#»r— 

T S 6 S 1 Tokyo (JP). 

(72) fc*tP _^ 

(75) «BB%/tti«A r*af-"^^^'t:©^^;: abb 7c?n^ 

(OHTAOVIotohiro) [JP/IP]; T4n^731 »|B8» IKKSS 

Xlftrt Shizuoka (JP). Sm (rWASE,yuji) [JP/JP]; 
=f 411-8731 «MS KS® fi^?:RrT±?^ 118 8 
1jSfOffi»xm»S^tt m±Xiirt Shizuoka (JP). 
ISjS {SArrO,Naohiro) [JP/JP]; T 41 1-8731 ?t|23 



(10) SBS^^ggH^ 

wo 03/074085 Al 

S^tt 'S±XiiP«g Shizuoka (JP). Si* (MORI- 
MOTCKlyoshi) [JP/JP]; =f41 1-8731 filM^ KS® S 
affrT±SR'1 1 8 8 te?aHBXSI1*5t*ttS±X 
Srt Shizuoka (JP). • 

fiSB (m rt;: ae. ag. al, am, at, au, az. ba, bb, 

BG, BR, BY, BZ, CA, CH, CN, CO, CR, CU, CZ, DE, DK, 
DM, DZ. EC, EE, ES, FI, GB, GD, GE, GH, GM, HR, HU, 
ID, IL, IN, IS, JP, KE, KG, KR, KZ, LC, LK, LR, LS, LT, 
LU, LV, MA, MD, MG, MK, MN, MW, MX, MZ, NX, NO, 
NZ, OH PH, PL, PT, RO, RU, SC, SD, SE, SG, SK, SL, 
TJ, TH m TR. TT. TZ, UA. UG, US. UZ, VC. YN. YU. 
ZA, ZM, ZW. 



(84) fi&m (!£;«;: ARJPO ¥fVf- (GH, GM. KE, LS, MW, MZ, 
SD, SL, SZ, TZ, UG, ZM, ZW), SL—'^i^r^t^ (AM, 
AZ, BY, KG, KZ, MD, RU, TJ, TM), 3-D y/^^^ 
(AT, BE, BG, CH, CY, CZ, DE, DK, EE, ES, FI, FR, GB, 
OR, HU. IE, IT, LU, MC, NL, PT, RO, SE. SI, SK, TR), 
OAPI 4#l* (BF, BJ, CF, CG. CI. CM, GA, GN, GQ, GW. 
ML, MR, SN, TD, TG). 



'2 X^a- Kat;ifea)PSfefcol^T(*. SKBSfrStiS 



(54) Title: TABLETS QUICKLY DISINTEGRATING IN ORAL CA^aTY 
(54) ^^(O^W: OErt5$ffi«tt&»J 



(57) Abstract: Tablets quickly disintegrating in tlie oral cavity' which contain grains obtained by granulating a mixture containing a 
^ water-soluble pharmacologically active ingredient with an adsoitent, D-mannitol and a disintegrating agent; a process for produc- 
<3 ing tablets quicWv disintegrating in the oral cavity characterized by comprising preparing a material for compression molding by 
mixing grains ob^ncd by granulating a mixture containing a water-soluble pharmacologically active ingredient with an adsorbent, 
D-raamiitol and a disLnK^ting agent and then compression molding the same; and tablets quickly disintegrating in the oral cavit}^ 
— which arc obtained by preparing a material for compression molding by mixing grains obtained by granulatmg a mixture containing 
a water-soluble pharmacologically active ingredient with an adsorbent, D-manniiol and a disintegrating agent and then compression 



molding the same, etc. 



t 



THIS PAGE BLANK (uspto) 



wo 03/074085 PCT/JP03/02660 

BJ « 

xmm. mmvxmmm'&^'^^^iSL^ "i^: ^ ^ t^mmtLx\^^^o 

i^oircT" ^ li^jg^r s zt(Dxt^ am^^mmmmn^MM 
TtKom^^mmx ^mmt^^mx^ \). ymmcDmrntitm^j^ 

mmx § § c: ^ ^^ piSf^jii^^sjf^^^Jiii&^^i^i-^ i-'csg^ 

rJ^r^-YT-VT. *i [q] ± ^ S ?f^T- S o 



wo 03/074085 



PCT/JP03/02660 



r 



Jbt ^^T- # -r^ag n S ^ ^: U T b ^ -5 i: i: 55: i> o 

pj^i^-e^-?»A^i3gi^b^^"rsisi^J^-^ < ^^'^t b-c{±s ^^e* 

13 T %m^m^tc i^tusEmm Ltzm^mt t^t^isb. ^ 

m^^ti^Mi^mm^ ti. ® cfc a 'fetiK i: bTs mm-. mTjv:^ — 
ictis mi^x ns^. mmom.'^m.mi^m.^m&coyk^^^tsm-^m^ 

2 



wo 03/074085 



PCT/JP03/b2660 



^m^ 6 - 5 0 2 1 9 4-^ i^mn^m 5,4 e 4,6 3 2^)izit. 
^^m^mmM^-sm^ ^ i: ^lfi«^nTl^5^. -e cd ^ s^j < b 

^ fes 1 1-354 5 0-§^{^iis □Oft'T-4 0 f)>^^X^M 

^^^J (improved nultiparticulate tablet) ^ ttX V^ o ^ 

iz^'^ • y V 3 > (die friction) ^ t' > ^/ (capping 



wo 03/074085 



PCT/JP03/02660 



tb-r [Walter-Levy, L. , Acad. Sci. Parist. 276 Series C, 1779, 

(1968) ] o i^m&mMommomm. ■rt^t>^Bmmmm<Dm-^'& 
m V ^ T # 13 m 31^ # -r ^ - ^ J£ «s ^ ® ^ ^ ^ ® ^ ® * ^ ^ ^ 

© FpSM <fe ^1 t ® Cl" C * ^ o 

ie*JffiM?f^m®^^^^^^ 0 - 3 6 2 9 HiSifia 

ff^ <tt t: @ n fc K b -C 1 m V g Jii ii © it ^ ® « ^ ^ ^ - 

WO 9 7 / 4 7 2 8 7 ¥±5^^^:^ 3 0 m J-:^ T ® D - > 

b;6^ Jl^ m a rS -14 sS; ^ i: bT7X^tt^'^^^^ l-^-«^^-- 



wo 03/074085 PCT/JP03/02660 

^ Bfl CD i§ ^ 

2|s: ^ CD @ 8*3 »i . □ 1^ F«3 T' ZK JtS L T ai A» H ^ L X t fc^3t43 

cDi^ 31;? ?s ^ ii« -r ^ :i i: ^ o 

f^J^t)t>. TIB (l)~(76)l3H-r^o 

Mo 

(2) iiR^^j^s ^ m ti "t? J> s UnM7K^ ^ -^^^.-^^T 

^ p) ^ 5) jili^ ti^ ii^'S; < h 4) 1 ^"C- ^ tuS3 (1) a^RofBie 

{ 3 ) mWim^. ^ n 7.^"ti h' {ga^J^t: h* d r d 1^ ;v 
p _ ^ :J7 p ;i/ 7< D - X :^ h u rj? a is J; * ;^ ^* ^ / -5^ -iz ;v 

6 



wo 03/074085 PCT/JP03/02660 



{± (2) ^dmcoami^mm^^&^Mo 

^ — j:b^®a*s, 1. 0 mV g J-:J.TT-fe ^ sl^OmiSB ( 1 ) 

(5) ykmt^mmi^'&.^^<Ojk^(D^m&i^. l mg/m l JiJi.±-efe 
tulB ( 1 ) ~ ( 4 ) ® V^f nA»iriB«CDPJI^I^5iii^t£^^Jo 

(7) ^^R^J'^^^r ^tijIB (1) ~ (6) <^)V^•m^^;:iBmoPJ^ 

(8) t»iR^J^^^JO^®i^<^^"^^^^'^^''^^8B (7) iBffeOP 

t; «i7 A. 3 «l Jiif JK ^ ^ 7^ ;v *5 ct 5, s gl e>3i}^n^ 

< 1 HT-S) S bubB ( 7 ) ^ {isulB ( 8 ) IBtfe® PMF*33^^ 

(1, 0) ^i*^Js -H-i^^J. S*4s «fe^JN S^-fb^J. milj-fb^Js 

cfc t>- ^ ^ ii stj ^ e> § i¥ e> ^ ^ iJ> jfe < J: im^^m 

1-2>tulB (1) ~ (9) ©v^-rn:b>i::IBm® Pfi5F*3 3^l^^t4t^^Jo 

(11) mui^^<0 7k^'&Mmm^m'$^t.mMm(DWi-^itt^i : lo 

-1 0 : IT-^^milB (1) — (10) ©^/^•r!f^A*tc|BlB® Pj^P^M 

(12) J^J^l^^^CD^^J^iiE^^d^ 1 --^ 5 0 fifi%T-& ^ BuIB ( 1 ) 

~ ( 1 1 ) (D^^-rtii>tzmm(Do&p^mmm^^Mc 

( 1. 3 ) D - V h *ia^¥:b^ 2 0 - 9 9 mm.%x ^ 

s fit IB ( 1 ) ~ (12) (D\,^irin,t^'^%^WL(Dum.n^mm\^m.Uo 

■ 

( 1 4 ) |[iia^J®|!^^J'4'IB'n-^/b^s 0. 5 — 3 0.ag%tr afe § tuIB ( 

1 ) ~ (13) o^^rfiifi\zt^mo:>nm.n^mm.f^^Mc 

(15) ^MW.&t^^ 2 0 N JiJL±-^ ^HulB (1).~ (1 4) ©V^-r 

6 



wo 03/074085 PCT/JP03/02660 

(16) PJE^f^OHJ^^P^d^s 3 0 #i-:iT-e^ § tulB ( 1 ) - ( 1 5 

(1 7) yk^^mm.r^'&m'^^ tWLMM't'^tsU^^^MUi^xm ^ti 

;i,o-;2;. ^D;^?b;i/^D->^:^h'; "i? A J: i;^ ^i/ j}^ dp ^ 5^ 

^fcii (18) mm(om.m:^^o 

(2 0) D- h-;v©^gi5^fcii-^As — ^^:Jlt^©^Sl-e#:a 
bs ^-^^:^&?^^>it^®«'5)S^ i. o mV g Ji^T-t? 5 HuiB .( l 7 ) 
- ( 1 9 ) cDV^•ri^*^^3gB^©Si^3t:&^£o 

(2 1) 7k^^tt^S7S^4^i^©7j<:^©^^lSi»s. 1 m g /m 1 J-:i Ji-C 
feSfiilB (17) ~ (20) ®V^-rn**tCB3a®IS3t7^^o 

(2 2) 7jc ^ 14 1^ a rS <4 file. ^ r^/^';^^5'5^>:^ h V A ^ su 
IE (17) ~ (2 0) ©v^•ftL;iP^c:IB$fe^Di^^t7^^*o 

(2 3) J±!^^?f^;{^Ml-?tlR^J^^W1-^ BufB ( 1 7) ~ ( 2 2) O 

-rn I- IB «i CD ^ ?t :5 o 

\.-^^Kmmm^m^^tnt>ti^mtd. (l7)~(2 3)©^^■rn^^ 

{clBife^Mit^So 



> 



I 



wo 03/074085 



PCT/JP03/02660 



. -I) ii>:fe < 1 MT'Zfe S tufiB (2 3) SfeJi (2 4) OV^-r^x**tc:f3 

(2 B) Bm^mMUi^m^m. -Uf^M. mm. m^m. ^^-fb^j^ 
t im^^mr ( i 7 ) - ( 2 5 ) ©v^m^^iclBl8cDi^^t 

(2 7) 3^J|§^#:(+'0 7j<^g<4mStS<4^ia-i:l!&«^J©iE^i:b^^: 1 0 
-10:1 tr^mm (17) - (26) ©V^mA^•ti3m©M?it:^^ 

^ o 

(28) 3^j^^®i^^ji4^ia^¥5&x 1-50 mm%tr^mm ( i 7 

) - (2 7) cDV^•ri^A* tlBia©i^3t;&?*o 

(2 9) D >n h -;i/©^^J 20-99Sa:%ht- 
StlriB (17) ~ (28) ©V^-rtL;i)WciBigcD^jt:^So 
( 3 0 ) Is^^cD^^Jif iE^^^x 0. 5 - 3 0 SM% i:T5 BulB ( 

17) - (29) (D\,^-rtiis>(z$Bmcomm.:&^o 

(32) mmmt^. ^ mtj )\^-> m.. mwrn^^-^m. ^^^^ m 

M>i>^tj:^miy'^Mi^ti^'ptji < ii^fe, la-efeSiuiB (31) sBSfe© 
(3 3) mmMtK i>DX^lfK>. -fSBIfe^ t KP=)fi>rDl^;i/-fe 
;i'P-;^}b>^j&?>P;b^^ilt^h.^il>:S:<t% lUX-feSiufB (3 1) 

(32) IBfie© □J^I*l5ifli:^tt^^Jo 

i.s U-ik^'^ottm.mmiy^. 1. 0 mVeJ-XTT-S^^tlilB ( 3 1 ) 

~ ( 3 3 ) (D^^ttit^iz.mmcDni^p^immm.^m.Mo 

(3 5) 7j<^'l4^arS14^^0 7j^-N©^Mft:5)^-. 1 mg/m 1 WJlT- 

8 



wo 03/074085 PCT/JP03/02660 

suf3 ( 3 1 ) ~ ( 3 4 ) (Diyttiiy^tzi^mooi^f^mBB^^^Mo 
(3 6) Tfc ?g <4 ^ S ?S fi£ *^ :r^/^:^^^>i- h U "^AT'^Sbu 

13 (3 1 ) ~ ( 3 4 ) cDi^^rtiPi^t'dmoai^nmmm^^^Mo 
(3 7) zm^Mumi^m^^m^^^'T^mm (3 i ) - (s 6) o 

\,^^&mmB^^m^^x^tDti^mi^ ( 3 1 ) - ( 3 7 ) ©v^-rn*^ 

(3 9) miR^JiJ^s U >M'^^^->i>'e7 As ;^ 5^ T u 

;5il;fe< i:^ l«T-fe^BUi3 (3 7) (3 8) JSi3m®PKF^ 

im^^m-r^wE. (3 i) ~ (39) ®v>-rnd^t3i3^opiK 
(4 1) iB^^^co^m^MMf^^^^tWimmom-^ttt^ 1 ■. 1 0 

-10:1 "CS BUl3 (3 1 ) ~ (40) ® ^n*^ t:l3ffi® PiE^F^ 

(42) 1 - 5 0 as%-c- ^ ^ iuib ( 3 1 

) - (4 1) CD«/^-rti3Ej*{w|3m©PJSl*l>ifls^tiS^^Jo . 
(4 3) D-^y- h-;VCD^^J4'iE^^^v 2 0-9 9mM%T-^ 
'i)BuiB(31)~(42) o VN-rti/b^lcffltS© Pl^ F^3ial^tt^^Jo 

(44) ls^^J©^^J 0 . 5 ~ 3 0 T' -5 1uS3 ( 3 
1) - (4 3) c^)V^■r^*=' ti3«5©Pfl^I^5^ss^tStl^Jo 

(45) ^^J®JK 2 0 N iii:±-e ^ 1513 (3 1 ) - (44) ©l^ 

(46) p ® si ^ lit 3 O^^bii^TT'fe ^ buIB (31) ~ (4 

9 



r 



WO 03/074085 PCT/JP03/02660 



Tjv^=^'>j^. i^mih^^ m ^ ^ ^ ^ ^ ^ ^ 



^ fcii (48) iaig®Mai7^ 

bs M-^fem^©lt.^®a^5^ i. o mVgJMTt'^^BtiHB (47) 

~ (4 9) ©l^•rtl*^^wSB^Ife®^^t:^^o 
(5 1) ^m'i^MMm'i^sX^C07^^<^^M^i^-. 1 m g/m 1 
B«if3 (47) ~ (50) £DV^-f tl:{>^{C IB <fe®^?t;^ 

S3 (47) ~ (50) © V^ -r ti t3 fBiS © M3t ^ o 
(5 3) JEil^5f^M*4lCt»?R^J^^«t-?>tufB (4 7) ~ (5 2) ® 

V^ T n ^{P 13m© o 

\,^^s.mmm^^^^'t'i'jt>ti^mt^ (47) ~ (53) ®v^-rn:b- 

ic|3«S0iiist:^^o 

;:^7=-T';>^s ;^.7^T U — 7 ■x' ;i/ ^ x 7^ r U ;!/ :^ 

:z,/i>^C < ^ iaT'S)^tul3 (5 3 ) ^ ( 5 4 ) i3«i©i^3t:5^^o 

(5 6) zm^m^imiz'm^^ms v^^Ms mus m^m. ^^itm^ 



wo 03/074085 PCT/JP03/02660 „ 



im^^mr^mm (4 7) - (5 5) ©v^m^^rlB«®^ 

^ ^ o 

(5 7) Bmm^mn'^<D:^m^Mm^^^^t^mm(om'^kt^ i 

: 1, 0~ 1 0 : 1 ^ BUta (47) - (56) CD V^ -f 13® ® 

(58) 7jC^<4^S|rS14fi)o^ Ji.l!S^M®^^J4'i3^^^s 1-50 
S%h-r-S@iiiB(47)~(5 7) © V^•rn.iy» t:l3® ®^ii:&So 

(5 9) D-V>^ h-;UCD^^J*i2-^*^s 2 0-9 9mm%tt- 
aitjlB (47) — (5 8) © V^■r:^^3b^fc:fBf^®iS^J^>^^*o 

( 6 0 ) la^^JcD^^J^'iS^^^s 0. 5-3 0aS%i:-rSHtfi3 ( 
4 7) ~ (59) CDV^-m**l3iBi^oM3t:5?£o 

t;v^-'>a> - ^ -f b -^r ig :J3 ct i;^ j< ^-ir-f > ^ ^* ^-^ i/ ^i? 

I^ij^^iSi^miS'^Mitti^'pf^^ < 1 a-Cfe 5 itilB (61) IB® CD 
(63) ai^^JAS> ^ □ K >s -©am^ti F D r D f -tr 

;i/D-;:^i^e)^c^lliP^3l{^*^^ii^^^ < ^ la'^'^^BulB (61) 
^ {± ( 6 2 ) ^IB«<D □ l^3iDi^'tttS^-)o 

(6 4) D-^>-h — ^ - -gp - ^ ^ (D SI T # 

^ — iJCJ^^CDib^®^*^ 1. 0mVgl':^T"^fei)miB3 (6 1) 
~ (6 3) iItDl^-md»CIBm<Z)Pl^(^3ils^t4»^^Jo 

(6 5) 7R^14marSi4^^<^2K^<D^^J^*Sx ling/mlt^±T' 
^^SyfB (6 1 ) ~ ( 6 4 ) <D "f ^^3b^ i^lBiS© Pii^ !^3iIi^taii$^Jo 

IB ( 6 1 ) - ( 6 4 ) ©v^-rtl*^K:^B^® Pli^P^^s^^tS^^Jo 
(67) m^M^^^'T ^mU (61) ~ (66) cDV^■m;b^ i^lB 
cDPKF*giiiimt4M^Jo 

11 



wo 03/074085 PCT/JP03/02660 



(68) m'lKMifi^M^^Mi^-iD^^^ ^ t^X V^ ?>ttiiB (67) sB 

h U '!7As 3 )|g Jii fl6 ^ ^ 5^ t>" iS' ;^ ^ e> ^ ^ S¥ 3i ^ 

2>/>^cC< ti> lfI-efe2>tuiB (6 7) (6 8) XMl3ife©PMF«g 

(7 0) mmm. ^^m. mn. m^m. ^Mitm. mmitm. m 
■r^BuiB (6 1) - (6 9) ^cDi^mt^izt^mcDos^\^m^m&^ 

Mo 

(71) ;?Kv#t4^S?Si4'^^ ^^^^J^fflS'^^*^ 1:10-10:1 

BuiB (61) ~ (70) m(D\^^rfi-tfiizum<^cimp^mmmn 

(72) 7ic^ttlgSrSi4fife^^'?&«^-l<^^^^-i*SS'^^*^- 1-50 

%-e$)Stui3 (6 1) ~ (7 1) CDV^Tn3&^^^fB®® nl^f^Ttfli 

(73) D - V > - ^-;V®^j^J4"iB'&^*^^ 20-9 9 «S%T" 
^lulB (6 1 ) - (7 2) ^DV^ t'ti*='fc:l3«fe® Pfl^ f^Mas^i^^^Jo 

( 7 4 ) alJ^^J^^D^^J^'ia-^^^^s 0. 5-3 OBa%T'feSBulB ( 

6 1) - (7 3) (Di-^tttiy'i^t'd.mcoa^&P^Mmm^^Mo 

(75) ^^J®E*^K 2 0 N Jii±T'fe ^ bHIB ( 6 1 ) — ( 7 4 ) © V> 

■r IB «B ® □ ^ ^ ^ 14 ^ ° 

(76) a^Pi(Dmm.mr^tiK 3 0 # J-^l T T' ^ Itf S3 (61) - (7 

±T"fe^%®*5fi'^l-<^ lOmg/ml W±T-fe^ *J ©;b^<t D »^ 
L<s 1 0 0 m g/m 1 a±T-fe ^ ^ b^^« 

12 



wo 03/074085 



PCT/IP03/02660 



' CI cT-s msrs<4fiS^o^^iS<^N a^mm:& i 3 m.mom. 2 3 ti 



Jri^^^s JjTb^oMs ff'^SWM 



i/;v=^?^-^x mm^M§S*> ^W^BSl.?^ 



t^jg^. li ifii ?^ 3^ 



Tja^CD^m^i^ lOOmg/ml liX±<DMMi^^0,^ t LXl±. 

:7 ;i/ ^ -fe* -'^ A © ,fc -5 . 

;i/ 7* P ^ :^ h U A ® <=J^ "5 tni ^i)* 
T V iJ? 5<? >® J: 9 ^tni>''^ — ^ > V 
^ ^ >©<fca ^ffl^$W^ffl^- 
:Il^^'7 U>©«fco 

:t ^ ;^ 7* 1/ y -;v. Jtru^^ >® <fc ^ =^c<^^5ii^^M 



L - 



^ t: u > -iz t: > CD ^ ri -fb-l* ^ 

if n ^ o 



13 



wo 03/074085 PCT/JP03/02660 



;tD-V>r:h— ;^$fflV^'C<fe)J:V^o JVU:^ ± 

ffli:LT{i^ 10--300yC/mA^$f^b<s 30-1 0 0//m*sj;tp 

1. 0 m^/g WT*sSf * U < s 1. 0-2. 1 X 1 0 - «m2/g3bSci: 
t»$f^U<s 0. 4~0. 0 2m2/'gAs^^)t$f^bV>o 

-lal^/tiJSLi&JfeiS^^^ft'J^^S L A - 9 1 0 M (m^^ftfJri^) ^ 
fflV^i>7^S3&^fetfS>ti^o^i±-^®^{iv BE T ( Brunauer-Emmett and 
Teller's) ^ ffi V> T «liJ ^ ^b^T- ^ s :Sr#;6^t-i^^ mk.\tW, 

14 



wo 03/074085 PCT/JP03/02660 

;.iP— IJi^As ?b;i/^^i/^5^>'i'"fe'^^D— ;^^*sfe{fe)tLSo 

- 2 - n ij F > co^ms.-^^'^ ^'^^^^'f.tii: J; < ^ jlli:^^ 
SI, 0 0 0, 0 0 0 W±®^i=';^:^<t: ^->^)S^l^^tl§o ^i^D;:?. 

^JPIAS5&V^^s ^Jx.ti 1 : 10-10 : 1 T-fe u < s 1 : 

S-S : 1 T-$.?>®*s J: ?)^jf < > 1 : 2~2 ; 1 T- a& S © d^j^ 

1~3 0 aM%l:^ t b l^o 

^/d;V^^> 2 0 ~ 9 9 U < s 4 0-9 9 

Sg%•t'^•5)®A^J:t)^f^U<^ 6 0-9 9mg%-efe^Oi)5ii^i::$f 

mulmt ^mmmcDm.^mm.m'^) it^izu^i^-^j^^-^^^s o. 5-3 

0fiS%-efe-5©35)^»^ 0. 5 - 2 0 mfi%T-^ ^o*^ J; $f 

^ CD □ ^ 1^ 31 Mi ^ t4 ^ ^ ^ 7X m S rS ^ ^ PS * 

15 



wo 03/074085 



PCT/JP03/02660 



ooi'-2afi%-eifes©/&s$f^u<N 0. o i ~ i ma%T"fe?. ® 

d^cfc t)*f ^ b <s 0. 05-0. 5 fiS%T-^^O^J|#{Cjif ^ UV>o 

ckv^d^s ^3i!i'r2)^^?tiRfl*f^^tc J: ?3s 1^ IS cd ^ ® t © 

J: b i^iR^iaa 1 ®4) u < {i 2 aj^±cD^in^J^^ bt v^ 

%Jil.Ti)5$f ^ b < s 1 «:t%aT*s«fc t) $f ^ b < . 0. 5«M%JiJlT 

» 

16 



wo 03/074085 



PCT/JP03/02660 



S o 

:^hU'^Ax Vi:7P rf — ;i/ 4 0 0 ^(D^mTi^^M^t^^\-f ^ti^c, 

he7M> Wi^^omm. v;i'tf > -;i/^cD«i 

s>'7*Pt:;i/-fe;vD-;^ (hpc) . t Yu^i^yu t: p{ ^ -b ;u □ 
-X (HPMC) ^ ^^;v-fe;i/p-;^ (MC) > #yi^:r;n^D'; k 
> (PVP) X 7';i/^>s 4ii;tr — — (pva) ^ -^i^^ 

^JflSStix ^2j^©^^J®SSf-. m^Um\hit^W^^^^^ TH-3 
^ fe. rj^j^^v^n^j^ iipj^l^T'7jc^Mffl L^c<T^ni?t{cJ: 0 

r S ^ T- © B# ^ iPJJ ^ T ^ ^ t) f# ^ n ^ o 

.2^^BjcDP^I^3^Mi^'l4^^Jii> Ticket L-eMffll"^^ iitcisg^b^c 
^ ® T- /1c < s Tk ^ ^ v^ ti fllr^ o v^ "C- ^ ^ Mffi T ^ ^ 

17 



wo 03/074085 PCT/JP03/02660 

i 

(a) □ fci"^<5^A^CDS Sfl^jiS f . ii> S CD 7j<; ^ 7X J&i b T- □ JE^ P*il 

i ) ^M^ik^72^tiz. tti^mm^jiMmtiimmt- ^m-^. ( i i i ) m. 

^m^^i^s b<<«v>f,tt^o (i)'-(iii) om-^cD 

M^mcDrnhLxit. m^m. mmm. m^m. /^^^m. m\^^. * 
mm^'^^. ^^^#v^^^^M^ mskmr^mm. -mmMm^mMs 

v^i^^^tm.) V :^t^M^^^ ^^^^]M3tM^^ v^?g^Ms ^j^^^*^- 

18 



wo 03/074085 PCT/JP03/02660 

< {i. IsgEBJiixMN S K - 2 5 0 Mn^minm^m^ tii^^'^'^ y ^ 

(2) D b -^l^^?t5& L/TJif&mi*: ( D - T > ^ h -;i/3t5!t«^ 
( 3 ) ^ zk ^ 14 m H rS sSt • Pii«^J^* it^fel^ ^ D - x' > x h - 

19 



wo 03/074085 



PCT/JP03/02660 



(4) ms.mmm^^n^s.mmmt^::^m^^ti!:. t^^mt-t^ □ 

1^ 3i |g ^ a us £0 M at ^ ^ *5 l:f e> ^ I) o 

{SamH^^^M it^t. U < tts B*l£^^T E - 9 8 M.) <feffiV>. 
40~80-Ct:$^ 30-90 ^ T l^l^l" ^ ^^Va ^ :;&^5fes Mtci^M 

As^ie>ti?)o EEmmmits ^^(Dfj^m. ttf^i. < i±m%^mm. a 

mB^(OB:b\t. 3~3 0kNs iifSL<{i5-2 0kNT-$.^o 

20 



wo 03/074085 



PCT/JP03/02660 



{is 8 0- 2 5 0ingCD*»-t:6'-9 mm©^^Jg® ^<Oi^U^MXl ^ 
«?iJv ^e^^s ^yhs ^-=3, ^^y^ t>^^ it^l's th 

m-^s 1 B 1 [i^^cttittfciiis $f ^ L < 2 - 4 mas t^tttiS^ 

21 



wo 03/074085 



PCT/JP03/02660 



itm^i} 1 

PVS2 0 0 g\ D --?>=• (BSf-fb^Ms 5 0 um 

g ^iSiiM^at)^;^ (z'?'^ i>^iMx VG-25M) t:: tfc -12. 5 ^ ^ 

1 1 7 Og{c7';^/'^;i/7^ — Ai 8gs Tsv^T V y^-^ if^s 

h, 1 2 g*5ilJf^> hSJ^l g ^^nx.?!-^ UfT^^jpM^i Ufeo 7 
mm 9i¥S!©^^^^« UfeP-i5' ^^Tl^^ (HATA-AP15Mx 

^ffl V^T^ iS^JS* 1 2 0 m g. #T^ffi 7 0 0 k gcD^^^T: 

^Jfg-^J 1 

PVS 5 0 0 s'^^ ^ ( r^D — ■^'T hREj 3i-if^;f±gi 
) 2 4 0 g ^griSMi^i^iiiJfei^tttaZ.^ 5 )W M 7jc ^ ^jq ^ 

*£Ufco Pii^^ajg 8 0 "CCD^^^I^T-^Stib^lg^^bs 2 0^^iisH 

/zms ib&Sa 0. 17m2/g) 2000 s ^'^^mW'^^m^itTk 
48gs i5?p;J^J}^t*H>74gs T-J^/VbT^ — A18g^ V > 

^v^-^. i-«>A 1 2 g:fec);t>*^> hmn 1 g ^yg^ LJT^ffiSSJ^h U 

tzo 7mm<zi¥M®l^^^*L'fco— ^ 'j -MJT^^ (RATA- AP15Ms 
^Jffl^^xmM) ^m\^^X. ^MMM 1 2 0 m g^ fTi^EE 7 0 0 k gCD^ 

22 



wo 03/074085 



PCT/JP03/02660 



mmm 2 

PVS5 0 0 g ( y o — ^ ^ hfiEj ji-if-r ^tu 

;tiin. itainS O.lTm^/'g) 2000 g S iiS ii m # «!l f± 3^ 

6 0 g :fe J: iS' D 4< fc: K> 7 4 g M b *J i$ ^ ^ Jfelt i: Ufco 7 in 
^. ij (HATA-AP15M> !«a^XRffM. ?t^R^Jl«il^g 

\t^MMM 1 2 0 m s . 7 0 0 k g T o fco 

^Sfe^?y 3 

PVS2 0 0 gs D - ^ h — ( B^it^M. W-i^^^^ 5 0 /i m 
. it^mmo . 17m2/g) 1896gs'r-f^*;vi-'i7A96gio 

VG-25^) {ztt:32v^5^F^?l'&^> M M zK ^ JD ^ BjI^ b J^i o i!S 

0 -^^iPT-MM^fT o Tco 1 1 7 0 g IZT J^J'iJl'y' — l^ 1 

23 



wo 03/074085 PCT/JP03y02660 

(HATA-APlSMs iljBf^X?;fM) j^^J Sfi 1 2 0 m g . 

^lil^iE 7 0 0 k g©^i^T-fT^ffl^3|^'&ffi^i^?l^ L^m^ntzo 

mMm 5 

MMmi^Mum^'i±7h^s PVS5 0 0 g ^mm.7k i o o o gc^^b^ 

2 0 ^^^T'^J^ b>to S'Ji::> D - V > - h ( BSff-fbmMs ^±5 

JK^g 5 0 juro-s itmmm O. 17m2Xg) 2 000 g ti # it 

08g. ^^DX5jttrK>74gs TX;i;i/7"-A18g:feJ:l>'^>h 
1 g ^m^bfl^ffl^)^ b^feo 7 mm ^i^M^Jf^F'S^^ bs ^ 

^mmn^BB^^^iyUM^mtz. mm^i'^ii^Mm&i 2 0mg. 

JJ^ffi 7 0 Okgtrfeofco 



^5g{?iJ 6 

PVS5 0 0 gil'ir^^jb;i/S^'j7A ( r^^p — bREj :n — if^;{iM 
) 2 4 0 g<fe«Mit**:3t*i^l::tl:52.^i^ 5 ^F^M^^s )M ^ 7X ^ ilD x. it 

*ibfco ^©^s Ri^m^as 8 0 'c®^{i^-^'^aji$^!)t b. 2 

Aims J±.^®« 0 . 4 0 m^/g) 2 0 0 0 g ^ iSMM^itM^icttiA 
5^Mi^7K^;IJDxit*lbfco mffijJil&iltbs 2 0 ^ifePT-^5|§i 

bfeo 

24 



wo 03/074085 



PCT/JP03/02660 



6 OgiD«tt>'i5?P;^'i^*t:i*>74 g ^^i^ U*T^fflil)l§i Lfeo 7 m 



mm 7 

PVS5 0 0 gi:'ir-r^*^l'i>"i7A ( r^p — ^-f hREj x-if-T^i^ 
) 1 0 0 0 g ^ISMmif ^tS&^t^ttii^ 5 ^F^ri^^s HMtK^AP^ 

0 tbma^o . i7m2/g) 2000 g ^mmm^^k^mi^it 

PVS/^-f^;b;i/i/'^A#:^IS3fei3 0 0 gx D--7> - h --'I'^J^ 8 
2 0 g:feJ;t;^^PX5j^'trh*>8 0 g ^ii-^ \^fSm.mmU't Ltzo 7 m 

jK_ 1; --^fjl^;^ (HATA-AP15M> )lffl tSic X Hlf M s m^^RMmm 



m 

iil^^Jtt* 1 2 0 m gx JJ^flE 7 OOkgTS»ofco 



1 

l>' ® ^ ?i!J ^ b f:: o 

^co ^ T'c M ^"J 5£ ^ v-^ T {i: s 5 ^ ^ i: D s 1 (S 

25 



wo 03/074085 PCT/JP03/02660 

iij'fb#=^^^^s^ TH- 3 0 3M) •^m.Mm^^wi^i^^ 



Itmm 1 8 7 # 3 3 N 

1 2 1 # 2 8 N 

mMm 2 1 om s 5 n 

mMm 3 1 5 # 3 2 N 

^Jg^J 4 2 8 # 3 6 N 

Hite^J 5 14^ 3 5 N 

^Sl6^?!l 6 1 5 Isb 4 -2 N 

mmmi 1 3# 3 e n 



26 



wo 03/074085 PCT/JP03/02660 



Mo 

-^>fb ^ ^v^ ^ ^ ^ ^ ^ ^ ^ ^> ^ 

3S S M 2 IS IB ® CD a 5^ ^ -14 ^ o 

u As Bmmmm:y^:^y' ^v^^ '^^^^^^'^ ^^^^^^ 

27 



wo 03/074085 PCT/JP03/02660 

1 2 . m^i^ouM^M-^^t^^ 1-50 ^m^<Dm&m 

13. D-T>zih ^JVCDm-M^m^^-^-^ 2 0-9 9mM%-t^^ 

14. s|i^^JOf^^JP|='iH'&s^3&*x 0. 5 — 3 0 Ma%'^ S S at^®fB 
1 5 . f^pm&t^-^ 2 0NJ-il±-C^^^^OlBH^ 1J1~^1 4 11 CD 

V > rn IB o p 1^ 5i fls 44 ^ o 

16. pMF^©si^ii#p^*5- 3 o^puy-e^ ^^^(Dmmm I'm--'^ 

1 5 ig©VN-rtb3b^ic:iBife©Pfi2F^3iia^til^^Jo 

1 9 . is«^iJi>^ ^ D ;^ ^ K >s iSMmst D if- 7* P ;v -fe ;u • 

^^}X^iL'?-<Dtt0imUt>^s 1. 0 mV gJMT-e^'g.BiStcO^gHm 1 7 

28 



wo 03/074085 



PCT/JP03/02660 



2 1. 7j<^+4^3lrSi4^^^^^^*^^^J^^> 1 m g /m 1 i:i±-r- 
^ ® I N -f tL /b^ I- 13 S © ^ ^ o 

t 

10:1 ^t^^ommm 1 7 2 e Ii©l^■r^^*^{clBSE©M 

2 9. D --^>- h -;K;D^i|iJ4'iE^^<&x 2 0~ 9 9 sm%i:-ri> 

3 0 . |g^^'J®^^J*iE'^^=§:- 0. 5 ~ 3 0 »M% i: r ^iS5}^©«a 
la^ 1 7]S~^2 9 i^OV^-f tXi!Ptci3tS®M3t:^?So 

29 



wo 03/074085 PCT/JP03/02660 

^-<*3!&-?OitS®^3!)Ss 1. 0 mV&WTT-afo^ltSfcCDlSH^ 3 1 
-i) W 5}c © H ^ 3 1 3 4 ^i©V^■rtLiP^c:|B«!4® P ffi^ M la 

3 7. jEi^fi&Jf^;i>^5|Bl.tc:?i?Ri^J^^^-r^W^®l&H^ 3 1^-^3 6 
JI © -r 3tP 1 13 «6 © □ ffi^ 1^ 3^ * ^t^^fe^J o 

3 8. ELm^'BtiK m-^m^ ^-dB^m^^^muMt^w.^^ f\>x\<^ 

n 13 « © □ US ?S IS ^ #J o 

3 9. iR^J ;^ 5^ T u > M -7 ^.^ 2^ A s ;^ 7^ T u > ^ * ;i/ ^ 

A ^ >^ 7^ 7 U > ^ . 7. ^ T ^} )\^ 7 )\^ ':3 — }V ^ y )V^7s7^ 7 \) V 

U A, $/ 3 li flg as ^ 31 7^ ;i/ 43 ct iS' i)^ 3^ § ^ 6. ^ ii* ^ 
'Pti:.< h% lMT-^^lt^©$BHm3 7]S^fc{i^3 8 IR 13® ©Pie 

1 a^^^t-?>aS^©iBSm 3 iri~^3 9 iS©V^-rtLi)^iii3«© 

30 



wo 03/074085 



PCT/JP03/02660 



4 1 . mUi:^'Pcr)yi^^^MMm^S^^ tm.mmoM^iti^ 1:10- 
1 0 : lT'*5il*®laH^3 ia~^4 0^i(Z)V^■m*^tlaig©□ 

3 iii~^4 l«0v^-r:^^*^^iBa©□Kf^Mli^^:4^^Jo 

43. D-^>- h-;i'C?P^^J4'ia^^*5> 2 0 - 9 9fifi%-C:fei> 
H^CDieH^S i:^~^4 2 Ji® VA-ftLiP CfBigOPMP^iili^ll^ 

44. ^^^J©^^J*i2-^^^ 0 • 5 ~ 3 0 S Bt5)c®l&ffl 
1^-^4 3 ]S£DV^-rtt^{wiBt^<Z)PJ8Sl^3isa^ttl$^Jo 

4 5 . mnmmii^. 2 0 NJ.:i±T-fe§lt^©SBH^ 3 l^-^4 4Ig 
CD v^ fc: 13® CD P ^t£^ o 

4 6. p p«3 CD fli ^ ^ 3 of}>iixy^^^m^(D$amm 3 im- 

«4 CD at i£ o 

p-;;^^ ^p:;^:&;v^o-:;;f h ^) hs-B ^Uft )\^^^^ ^ ^ 

5 0 . D - -7 >- h-;i/CD±^S fc(±—g|5 

sS-i);)^^c=5Jrb^®«*^x 1. 0 mVg^:>^TTfe^lt*©lBffl^ 4 7 

jg ^ 4 9 li CD -f icIBii © Mat :^ ^ o 

31 



wo 03/074085 



PCT/JP03/02660 



5 1 . 7km^Mmi^^^^copk-^(DmMmtK ling/mlJii±T-^ 
5 3 . El^mff^**Jl4fc:tt?R^J ^^^r Sii^©«SHII 4 7 ^^-^ 5 2 

U A. 3 li 11 JiS ^ 31 7^ :fe J; tjt tJ7 ;^ ^ e> S P if ti 
i&'fb^Jx tro ^ < b i5 J: tJf ^ M *i aiJ >fe S # ^ jI if :ix ^ 6l> < i: 

% iii^^>s-ri>ii^oiE mM 4 7x1-^5 5Jlov^'r^:^)^{wiBtg® 
10 — 10 : 1 tT ^m^(Dmmm 4 i-m.-^m 5 e xiovN-rn^tciB 

5 8 . 7K^g^4mStS'l4^i9'iii®«^J®^^J4'iB'^¥'&. 1 ~ 5 QMS 
%iiTSsiAtc®$5S^4 73S~^5 7 JI©V^1'Hi^^CfBm©S^3t;&^^o 
59. D --^ > :^ V—}V(0^m^U-^^^. 2 0 - 9 9 » * % T ^ 
sS^CD$Bia^ 4 7 11-^5 8]g©^^■rtLi^^^gBmcDi^ag;5^^o 

6 0 . i:^J^^JcD^^Jtf ia-^^^. 0. 5 ~ 3 0 mM% 1-SltAf^©«S 

32 



wo 03/074085 



PCT/JP03/02660 



6 3 

D — 
D — 
1 

6 4 



13 



5 # 5) ji s ii> < 1 m-c^ ^m^cD^mm 6 1 

* 

■ 



6 5 

an 



7 1 . TK^ttmMrS^^fig^ iHJS^^JOia-^ii.^ 1 : 1 0 - 1 0 : 1 



6 1 J. 



7 0 IS© V^-rn^ {^IBtfe© P jfe'f^iisi 

33 



wo 03/074085 PCT/JP03/02660 

7 2 . Tic.m^Mmm'fs.^'^i^MMo^m^m-^mti^^ 1-50 m& 
73. D --^ >=- h -ji'O^m'PMi'^mt^. 2 0 ~ 9 9 Ms%-efe i> 
7 4 . ^i^^J©^3lljl4»i^^^*^ 0. 5 - 3 0 as%T-fe ^ii^cDig 

7 5\ ^Mm^^s 2 0 Nfel±-t! ^Sli^^D^SH^ 6 1^1 — ^7 4:® 

CD v^ rn 3b» 13 46 © P fl2 P*3 S H ^ teilS o 



34 




Int. C 1 ' A61K47/^l 0, 
A6 1 P3/0 6 . 



<I PC) ) 
9/2 0, 3 1/2 2, 4 7/3 2. 



4 7/3 6, 4 7/3 8, 4 7/0 2, 



SlkESr^To fc^/wisi^ {aii<ttfH5-3S (IPC) ) ~ 
Int. CI' A61K4 7/1 0, 9/20, 3 1/22, 4 7/3 2, 4 7/3 6, 4 7/38, 4 7/0 2, 

A6 1 P3/0 6 



0*S^^«f3S4i« 1992-199 6^ 

0 ^m^Am^^fSim^jim 1971-2002^ 

B 5*:B^«^5SS®4ii# 1996-200 2*F 

B *:HS®IIM*rji4i# 1 9 9 4 -2 00 2^ 





SlfflSm^fe fi.t)«— l50®M*5Hjgi-5t#tt. ^(DHS-f-^Smo^^ 




X 


WO 99/59544 A2 (TAKEDA CHEMICAL INDUSTRIES, LTD. ) 


1-23, 25-37. 




1999.11.25, Examples, :^I0imi5-21tT. 


39-53. 55-67. 






69-76 








Y 


& EP 1121103 A2 & JP 2000-302681 A & KR 2001042940 A 


24. 38, 54. 68 




L CN 1311669 A & US 6328994 Bl 





TAJ 4^tciia<73&^:St^-T?tt!fc< , — j^6*JgEm*2PS:^■r 



BS?,ISS^%TUf.B ,8.04.03 






1 3.05.03 




■ e*:[14#FF;T (1 SA/ J P) 
S5fi!#-S- 100-8915 




03-3581- 


R) 


4 C 

• 


3 12 7 




110 1 3 4 5 1 



•It^PCT/ 1 S A/2 1 0 (^Z^-v') (1 9 9 8'^7^) 



^miS##- PCT/ J PO 3/0 2 6 6 0 



p.x 



p.x 



A 



A 



t 

JP 2002-12540 A Wbfife^^^tt:) 2002. 01. 15. 

[0010] - [0015) , (7 7 s: y '-'feU 



EP 1145711 Al (BRISTOL-MYERS SQUIBB COMPANY) 2001.10.17. 
Claims. Examples 

& CN 1317309 A & KR 2001096450 A & JP 2001-302499 A 



JP 10-298061 A (pa5Zli4^^^^±) 1998. 11. 10. 

TP 2002-128661 A Ct-^^^^tt) 2002. 05. C 

[00131 - [0030J (7T ^ y 



JP 2002-308760 A 
[<!#fFlt*(^l5EBl . [0011] . 

{•7 7 K y-j'^u 



2002.10,23, 
[0016] - [0024] 



JP 2001-233766 A (:^dSm«5.xmtfe^^^±) 2001. 08. 28. 

GB 2157170 A (Ciba-Geigy AG) 1985. 10. 23, ±.-X 
& DE 3510129 A & FR 2561524 A 
& US 4666703 A & JP 60-209518 A 

BP 281200 Al (GIST-BROCADES N. V. ) 1988. 09. 07, 
& US 4950484 A & JP 63-301820 A 

JP 9-48726 A {mmMW^^'^^) 1997. 02. 18. 

(7t 5: y-'Sib) 



47-53, 55-67. 
69-76 

54.68 

47-53. 55-67, 
69-76 

54, 68 

24, 38, 54, 68 



47-53. 55-67, 
69-76 

47-53, 55-67. 
69-76 



1-76 



1-76 



1-76 



1-76 



«SCPCT/ I SA/2 1 0 m2^-i>(Om^) (1 9 9 8^?;?) 



INTERNATIONAJL SEARCH REPORT 



International application Mo. 

PCT/JP03/02660 



A. CLASSinCATION OF SUBJECT MATTER 
int. CI' A61K47/10, 9/20, 31/22, 47/32, 47/36, 47/38, 47/02, 

A61P3/06 

According to International Patent Classification (IPC) or to both national classification and IPC 

B. FIELDS SEARCHED 

Minimum documentation searched (classification system followed by classification symbols) 

Int.cr A61K47/10, 9/20, 31/22, 47/32, 47/36, 47/38, 47/02, 
A61P3/06 



Documentation searched other than minimum documentation to the extent that such documents are included in the fields searched 
Jitsuyo Shinan Koho 1992-1996 Jitsuyo Shinan ToroJcu Koho 1996-2002 

Kokai Jitsuyo Shinan Kbho 1971-2002 Toroku Jitsuyo Shinan Koho 1994-2002 

Electronic data base consulted during the iniemational search (name of data base and, where practicable, search tenns used) 



C. DOCUMENTS COTvJSIDERED TO BE RELEVANT 



Category* 


Citation of document, with indication, where appropriate, of the relevant passages 


Relevant to claim No. 


X 
Y 


WO 99/59544 A2 (TAKEDA CHEMICAL INDUSTRIES, LTD.), 
25 November, 1999 (25.11.99), 

Examples; coliimn 10, lines 15 to 21; column 13, 
line 23 to column 14, line 26; column 17, line 15 
to column 18, line 15; column 22, lines 1 to 9; 
column 31, line 27 to column 32^ line 18 
& EP 1121103 A2 & JP 2000-3026B1 A 
& KR 2001042940 A & CN 1311669 A 
& US 6328994 Bl 


1-23,25-37, 
39-53,55-67, 

'69-76 
24,38,54,68 


X 
Y 


JP 2002-12540 A (Asahi Kasei Corp.), 
15 January, 2002 (15.01.02), 
Par. Nos. [0010] to [0015]; examples 
(Family: none) 


47-53,55-67, 
69-76 
54, 68 



Further documents arc listed in the continuation of Box C. See patent family annex. 



"A" 
"E" 

"O" 



Special categories of cited documents: 

document defining Ihc general state of the art which is not 

considered to be of panicular relevance 

earlier document bul published on or after the international filing 
dale 

document which may throw doubts on priority claim(s) or which is 
cited to cslflblish the publication date of another citation or other 
special reason (as specified) 

document referring to an oral disclosure, use. exhibition or other 
means 

document published prior to the international filing date but later 
than the priority date claimed 



later docunnenl published after the international filing date or 
priority date and not in conftict with the application but cited to 
understand the principle or theory underlying the invention 
document of particular relevance; the claimed invention cannot be 
considered novel or cannot be consideicd to involve an inventive 
step when the document is taken alone 

document of particular relevance; the claimed invention cannot be 
considered to involve an inventive step when the document is 
combined with one Or more other such documents, such 
combination being obvious to a person skilled in the an 
document member of the same patent family 



Date of the actual completion of the intcmationa! search 
18 April, 2003 (18 .04 . 03) 



Name and mailing address of the ISA/ 

Japanese Patent Office 

Facsimile No. 



Dale of mailing of the international search report 
13 May, 2003 (13.05.03) 



Authorized officer 



Telephone No. 



Form PCT/lSA/2 10 (second sheet) (July 1998) 



INTERNATIONAL SEARCH REPORT 



international application No. 

PCT/JP03/02660 



C (Continuation). DOCUlVlENTS CONSIDERED TO BE RBLEVAMT 



Category^ 



X 
Y 



A 



Citation of document, with indication, where appropriate, of the relevant passages 



EP 1145711 Al (BRISTOl-MYERS SQUIBB CO.), 
17 October, 2001 (17.10.01)/ 
Claims; examples 

& CN 1317309 A & KR 2001096450 A 

& JP 2001-302499 A 



JP 10-298061 A {Tanabe Seiyaku Co., 
10 November, 1998 {10.11-98), 
F.ull text 
(Family: none) 



Ltd. ) , 



JP 2002-128661 A (Chugai Pharmaceutical Co,, 
Ltd. ) , 

09 May, 2002 (09.05.02) , 
Examples; Par. Nos. [0013] to [0030] 
{Family: none) 

JP 2002-3087 60 A (Taiyo Yakuhin Kogyo Kabushiki 
Kaisha) , 

23 October, 2002 (23.10.02), 

Claims; Par. Nos. [0011] [0016] to [0024] 
(Family: none) 

JP 2001-233766 A (Ohara Yakuhin Kogyo Kabushiki 
Kaisha) , 

28 August, 2001 (28.08.01), 
Full text 
(Family: none) 

GB 2157170 A (Ciba-Geigy AG), 
23 October, 1985 (23.10.85), 
F\ill text 

& DE 3510129 A & FR 2561524 A 

6 US 4666703 A & JP 60-209518 A 

EP 281200 Al (GIST-BROCADES N.V.), 

07 September, 1988 (07.09.88), 
Full text 

& US 4950484 A & JP 63-301820 A 



JP 9-48726 A (Tanabe Seiyaku Co., 
18 February, 1997 (18.02.97), 
Full text 
(Family: none) 



Ltd. ) , 



Relevant to claim No. 



47-53,55-67, 
69-76 
54,68 



24,38,54, 68 



47-53,55-67, 
69-7 6 



47-53,55-67, 
69-76 



1-76 



1-76 



1-76 



1-76 



Form PCT/lSAy210 (continuation of second sheet) (July 1998) 



